Amendments to the Specification 

Please amend the specification starting on page 20, line 6, and ending 
on page 23, line 10, as follows: 

The invention relates to the compounds of the formula I and salts thereof 
and to a process for the preparation of compounds of the formula I accord- 
ing to aspects Cl a ims 1-33 as provided below and pharmaceutical^ usable 
derivatives, salts, solvates and stereoisomers thereof, 
in aspect 1 , to compounds of the formula i 




in which 



denotes C or N 



B denotes N, CH or C-CN, 

Rj denotes H. A. OH, NH ? , -(CH?) m -Ar or -(CHA g-Het 2 . 

Rf if X = N is absent or 



if X = C denotes H, A, Hal. CN, -(CHp) P -Ar, 



-(CH ? )n-COOH. -(CH ? yCOOA. -(CH ? yHet 3 . 
-(ChbyNH?. SOgA. CHO or CPA. 

R 3 . denotes H, A. -S-A. -fCH ? ) n -Ar. -(ChbyHet NH-(CH?y 

Ar, NH-(CH ?) C -Het. NH?. NHA. NA?. NH-alkviene-NH ? , 
NH-alkvlene-NHA, NH-alkvlene-NA? or NA-alkvlene-NA?, 



R 4 . denotes -(CH ? WAr VY-R 6 . 

R 5 denotes H or CHa, 



^ CH2 - CH 2 - 
R 4 andR 5 together also denote Het 4 — N^ 

CH2-CH2- 



denotes Het 4 . -(CHA-NH?, -fCH? ) r NHA or ~(CH ? ) r-NA?, 

Y denotes O. S. (CHA , or NH. 
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Ar denotes phenyl, naphthyl or biphenyl, each of which is un- 

substituted or mono-, di~ or trisubstituted by Hal, A, OH, 
OA, NH?, NO?. CN. CPPH. COOA. CPNH?, NHCPA, 
NHCPNH?, NHSP?A, CHP. CPA, SP?NH?, SP?A. -CH?- 
COOH or -PCH?-CPPH, 

Ar 1 denotes phenylene or piperazinediyl, 

Het denotes a mono- or bicvclic saturated, unsaturated or aro- 

matic heterocycle having 1 to 4 N, P and/or S atoms, 
which may be unsubstituted or mono-, di- or trisubstituted 
bv Hal A. NHA, NA ? , OA, COOA, CN, 
-(CH z ) r Ar, ~(CH ? ) r PH, -(CH?) n -Het 1 or carbonvl oxygen 

Het 1 denotes a mono- or bicvclic saturated, unsaturated or aro- 
matic heterocycle having 1 to 4 N, O and/or S atoms, 
which may be unsubstituted or mono- or disubstituted bv 
A or carbonvl oxygen (=Q), 

Het 2 denotes a monocyclic aromatic heterocycle having 1 to 3 

NL O and/or S atoms, which may be unsubstituted or 
mono- or disubstituted by A, 

Het 3 denotes a monocyclic saturated or aromatic heterocycle 

having 1 to 3 N, P and/or S atoms, which may b e unsub- 
stituted or mono- or disubstituted by A, 

Het 4 denotes a mono- or bicvclic saturated, unsaturated or aro- 
matic heterocycle having 1 to 4 N, O and/or S atoms, 
which may be unsubstituted or mono-, di- or trisubstituted 
bv Hal, A, CONH ? , CONHA, CONA? or Ar 2 , 

Ar 2 denotes phenyl which is unsubstituted or mono-, di- or 

trisubstituted bv HaL A, OH, OA, NH?, NO?, CN, COOH, 
COOA. CONH?, NHCPA, NHCQNH?, NHSOpA, CHO, 
CPA, SOMH? or SP?A, 

R 7 , R 8 , R 9 , R 10 each, independently of one another, denote H, A or 
-(CH g}^AL 
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A denotes alkvl having 1 to 10 C atoms, where, in addition, 

1-7 H atoms may be replaced bv F and/or chlorine. 

m 



n 


denotes 0 or 1 , 


E 


denotes 0, 1 . 2, 3 or 4, 


q 


denotes 0, 1 . 2, 3 or 4, 


r 


denotes 0. 1. 2. 3 or 4, 


s 


denotes 0, 1, 2. 3 or 4, 


Hal 


denotes F. CI, Br or L 


and, if X = 





R 1 and R 2 together may also denote -(CH ? ) 4 - or 

R 2 and R 3 together mav also denote -(CHR 7 -CHR 8 -NR 9 - 

CHR 10 K 

and, if Ar 1 denotes pioerazinedivl. R 6 mav also denote H or alkvl having 
1-6 C atoms. 

and pharmaceutical^ usable derivatives, solvates, tautomers. salts and 
stereoisomers thereof, including mixtures thereof in all ratios; 
in aspect 2. to compounds according to aspect 1 in which 

Rj denotes A. OH. NH ? , -(Chb U -Ar or -(CH?U-Het 2 , 

Ar; denotes phenyl which is unsubstituted or mono-, di- or 

trisubstituted bv Hal. A. OA. COOH or COOA, 
m denotes 0. 

and pharmaceutical^ usable derivatives, solvates, tautomers. salts and 
stereoisomers thereof, including mixtures thereof in all ratios; 
in aspect 3. to compounds according to aspect 1 or 2 in which 

Rj denotes -(CH ? y(ArVY-R 6 , 

s denotes 0 or 1 , 

n denotes 1 . 

Ar 1 denotes phenvlene. 

R 6 denotes Het 4 . 

Y denotes O. 
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Het 4 denotes pyridvl which is unsubstituted or monosubstituted 

bv CONHA, 

or benzo-1 .2.5-thiadiazol-5-vl, 
and pharmaceuticallv usable derivatives, solvates, tautomers, salts and 
stereoisomers thereof, including mixtures thereof in all ratios; 
in aspect 4. to compounds according to aspects 1-3 in which 



R 4 . denotes -(CH ? ) g -(Ar 1 )n-Y-R 6 , 

s denotes 1 , 

n denotes 0, 

Y denotes (CH?) g . 

g denotes 0, 

Rf denotes Het 4 . 

Het 4 denotes pyridvl. benzo-1, 2, 5-thiadiazol-5~vl. thiazole. 

1,2.3-triazole. thienvl orfurvl, each of which is unsubsti- 
tuted or monosubstituted bv CONHA. A and/or Ar 2 , 

Ar 2 denotes phenyl which is unsubstituted or mono-, di- or 

trisubstituted bv A, 



and pharmaceutical usable derivatives, solvates, tautomers. salts and 
stereoisomers thereof, including mixtures thereof in all ratios: 
in aspect 5. to compounds according to aspects 1-4 in which 

R 4 denotes -{CH^-fArVY-R 6 , 

s denotes 0. 

n denotes 0, 

Y denotes (CH?) q , 

g denotes 0. 

R 6 denotes -(CHA-NH,. -(CHA-NHA or -(CH ? ) r NA 2 , 

r denotes 1 . 2. 3 or 4. 

and pharmaceuticallv usable derivatives, solvates, tautomers. salts and 
stereoisomers thereof, including mixtures thereof in all ratios: 
in aspect 6. to compounds according to aspects 1-5 in which 

R 4 . denotes -(CH ? y(ArVY-R 6 . 

s denotes 0, 

n denotes 1 . 
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Ar 1 denotes phenylene, 

Y denotes O, (CH^ or NH, 

R 6 denotes -(CH A-NH? , -fCH g) r NHA or -fCHA-NA?, 

g denotes 0, 1 , 2, 3 or 4, 

r denotes 0, 1 , 2, 3 or 4, 

and pharmaceutical usable derivatives, solvates, tautomers, salts and 
stereoisomers thereof, including mixtures thereof in all ratios; 
in aspect 7, to compounds according to aspects 1-6 in which 

denotes -(CH?y(Ar%-Y-R 6 , 

s denotes 1 , 2, 3 or 4, 

n denotes 0, 

Y denotes (CHg) g , 

g denotes CK 

R* denotes Het 4 , 

Het 4 denotes a monocyclic saturated heterocvcle having 1 to 2 

N and/or O atoms, which may be unsubstituted or mono- 
or disubstituted by A, 

and pharmaceuticaliv usable derivatives, solvates, tautomers, salts and 

stereoisomers thereof, including mixtures thereof in all ratios; 
in aspect 8, to compounds according to aspects 1-7 in which 

R 1 denotes A, OH, NH?, -(CH^ -Ar, 

03 denotes 0, 

Ar denotes phenyl which is unsubstituted or mono-, di- or 

trisubstituted by Hal, A, OA, COOH or COOA. 

if X = N is absent or 

if X f C denotes CM 

R^ denotes H, A, -S~A, phenyl or -(ChkyHet, 

and pharmaceuticaliv usable derivatives, solvates, tautomers, salts and 
stereoisomers thereof, including mixtures thereof in all ratios; 
in aspect 9, to compounds according to aspects 1-8 in which 

R^ denotes A. OH, NH?, -(CHA n-Ar, 

m denotes 0, 
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Ar denotes phenyl which is unsubstituted or mono-, di- or 

trisubstituted by Hal A, OA, COOH or CQQA, 

if X g N is absent or 

ifX = C denotes CN, 

E! denotes H. A. ~S~A, phenyl or -(CH^n-Het 

denotes ~(CH z y(Ar 1 yY~R 6 , 

s denotes 0, 

n denotes 0, 

Y denotes (Chb)q, 

g denotes 0, 

denotes -(CH^-NH?, -(CHA-NHA or -(CHpVNA?, 

r denotes 1, 2, 3 or 4, 

and pharmaceutical^ usable derivatives, solvates, tautomers, salts and 
stereoisomers thereof, including mixtures thereof in all ratios; 
in aspect 10, to compounds according to aspects 1-9 in which 

R^ denotes ~(CH?WArVY~R 6 , 

s denotes 0, 

n denotes 1 , 

Y denotes (CH?) q , 

g denotes 0, 

R* denotes ~(CH ? )r~NH?, -(CHA -NHA or ~(CHA-NA? t 

r denotes 0, 

and pharmaceutical^ usable derivatives, solvates, tautomers, salts and 
stereoisomers thereof, including mixtures thereof in all ratios; 
in aspect 1 1, to compounds according to aspects 1-10 in which 

R^ denotes -(CH 7 yArVY~R 6 , 

s denotes 0, 

n denotes Q or 1 , 

Y denotes (CH?y 

g denotes 0, 

R 6 denotes ~(CH ? VNH ? , ~(CH? ) r NHA or -(CH?VNA?, 
r denotes 0, 1, 2, 3 or 4, 
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and pharmaceutical^ usable derivatives, solvates, tautorners, salts and 
stereoisomers thereof, including mixtures thereof in all ratios; 
in aspect 12, to compounds according to aspects 1-11 in which 

fi£ denotes -(Chby-fAr 1 yY~R 6 . 

s denotes 0, 

n denotes 0 or 1 , 

Y denotes (CH?) g , 

R! denotes ~(CH?yNH?. ~(CH? ) r-NHA or -(CH ?) r-NA ? , 

Ar 1 denotes phenvlene, 

Y denotes O, (CH£jg or NH, 

g denotes 0, 1, 2, 3 or 4, 

r denotes 0, 1, 2 T 3 or 4 T 

and pharmaceutical^ usable derivatives, solvates, tautomers, salts and 
stereoisomers thereof, including mixtures thereof in all ratios; 
in aspect 13, to compounds according to aspects 1-12 in which 

El denotes A. OH. NH?, ~(CH?) m -Ar, 

m denotes 0, 

Ar denotes phenyl which is unsubstituted or mono-, di~ or 

trisubstituted by Hal, A, OA, COQH or COOA, 
R 2 if X - N is absent or 

if X - C denotes CN, 

fi£ denotes H, A, -3-A, phenyl or ~(CH?yHei 

denotes ~(CH ? W(ArVY-R 6 , 

s denotes 0, 

n denotes 0 or 1 , 

Y denotes (CH? )^ 

E! denotes -(CHA-NH?, -(CHA-NHA or -(CHgV-NA?, 

Ar 1 denotes phenylene, 

Y denotes O, (CH? )g or NH, 

g denotes 0, 1, 2, 3 or 4, 

r denotes 0, 1. 2, 3 or 4, 

and pharmaceutical ly usable derivatives, solvates, tautomers, salts and 
stereoisomers thereof, including mixtures thereof in all ratios; 

8 



in aspect 14, to compounds according to aspects 1-13 in which 
R 1 denotes A. OH. NH?, -(CH ?WAr, 
m denotes 0, 

Ar denotes phenyl which is unsubstituted or mono-, di- or 

trisubstituted by Hal, A, OA, COOH or COOA, 

FT; if X = N is absent or 

■ if X « C denotes CN, 

B! denotes H, A, ~S-A, phenyl or -(CHg ) E -Het 

El denotes -(CH?VfArVY~R 6 , 

s denotes 0, 

n denotes 1 , 



Ar 1 denotes phenylene, 

denotes Het 4 , 



denotes O, 



Het 4 denotes pyridyl which is unsubstituted or monosubstituted 

bv CONHA, 

or benzo-I^S-thiadiazol-S-yl, 
and pharmaceutical^ usable derivatives, solvates, tautomers, saits and 
stereoisomers thereof, including mixtures thereof in all ratios; 
in aspect 15, to compounds according to aspects 1-14 in which 

R? denotes -(CH ? W(Ar 1 yY~R 6 , 

s denotes 0 or 1 1 

n denotes 0 or 1 , 



denotes O or (CH?^ , 



denotes 0, 



r! denotes Het 4 , 



Het 4 denotes pyridyl, benzo-I^S-thiadiazol-S-yl, thiazole, 

1,2,3-triazole, thienvl orfuryl, each of which is unsubsti- 
tuted or monosubstituted by CONHA, A and/or Ar 2 , 

Ar 2 denotes phenyl which is unsubstituted or mono-, di~ or 

trisubstituted by A, 

Ar 1 denotes phenylene, 
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and pharmaceuticailv usable derivatives, solvates, tautomers. salts and 
stereoisomers thereof, including mixtures thereof in all ratios: 
in aspect 16. to compounds according to aspects 1-15 in which 

Het denotes a monocyclic saturated or aromatic heterocvcle 

having 1 to 3 N and/or O atoms, which may be unsub- 

stituted or mono-, di- or trisubstituted by Hal, A, NHA. 

NA?. COOA. benzvl. -(CH?VOH or 

-(Chb VHet 1 . 

Het 1 denotes an unsubstituted monocvciic saturated or aro- 

matic heterocvcle having 1 to 3 N and/or O atoms, 



or 




and pharmaceuticailv usable derivatives, solvates, tautomers. salts and 

stereoisomers thereof, including mixtures thereof in all ratios; 
in aspect 17. to compounds according to aspects 1-16 in which 

Het denotes pioerazinvl. pjperidinvl, morpholinvl. pyrrolidinyl, 

pvridvl or furvl, which are unsubstituted or may be mono-, 
di- or trisubstituted bv Hal. A. NHA. NA ? . COOA. benzvl, - 
(CHA-OH or-fCH ? yHet 1 , 

Het 1 denotes morpholinvl. pvrroiidinvl. pvridvl 



or 




and pharmaceuticailv usable derivatives, solvates, tautomers. salts and 
stereoisomers thereof, including mixtures thereof in all ratios; 
in aspect 18, to compounds according to aspects 1-17 in which 

denotes -(CH? )g -(Ar 1 ) n -Y-R 6 , 

s denotes 0 or 1 . 

n denotes Q or 1 , 

Y denotes O, (CH ? ) q or NH. 

Ar 1 denotes phenylene, 
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denotes 0. 1, 2, 3 or 4, 



R! denotes Het 4 , -fCH? ) r NH ? , -(CH?VNHA or -(CHA-NA?, 

r denotes 0 , 1 , 2, 3 or 4, 

Het 4 denotes pyridvL benzo- 1,2, 5-th iadiazol-5-vl, thiazole, 

1,2,34riazole, thienvl orfurvl, each of which is unsubsti- 
tuted or monosubstituted bv CON HA, A and/or Ar 2 , 

Ar 2 denotes phenyl which is unsubstituted or mono-, di- or 

trisubstituted bv A, 

and pharmaceutical^ usable derivatives, solvates, tautomers, sa lts and 

stereoisomers thereof, including mixtures thereof in all ratios; 
in aspect 19, to compounds according to aspects 1-18 in which 

R! denotes A, OH, NH?, -(CH ? W Ar t 

m denotes 0, 

Ar denotes phenyl which. is unsubstituted or mono-, di- or 

trisubstituted bv Hal, A, OA, CQQH or COOA, 

if X g N is absent or 

ifX^C 

denotes CN, 

denotes H, A, ~S~A, phenyl or -(CH?yHet 

Het denotes a monocyclic saturated or aromatic heterocvcle 

having 1 to 3 N and/or O atoms, which may be unsub- 
stituted or mono-, di- or trisubstituted bv Hal, A, NHA, 
NA ? . COOA, benzyl, ~(CH?VOH or 
-(CH ? VHet 1 , 

Het 1 denotes an unsubstituted monocyclic saturated or aro- 
matic heterocvcle having 1 to 2 N and/or O atoms, 



or 




and pharmaceutical^ usable derivatives, solvates, tautomers, salts and 
stereoisomers thereof, including mixtures thereof in all ratios; 
in aspect 20, to compounds according to aspects 1-19 in which 
denotes ~(CH?) 
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denotes 0, 1, 2, 3 or 4, 
denotes 0 or 1 , 
denotes O or (CHg)g , 
denotes phenvlene, 
denotes 0, 

denotes Het 4 , -fCH ?) r ~NH?, ~fCHA-NHA or -(CH ? yNAg t 
denotes 0, 1, 2, 3 or 4, 

denotes a monocyclic saturated or aromatic heterocvcle 
having 1 to 3 N, Q and/or S atoms, which may be unsub- 
stituted or mono-, di- or trisubstituted by A, CQNH2, 
CONHA. CONA ? orAr 2 , 

Ar 2 denotes phenyl which is unsubstituted or mono-, di- or 

trisubstituted by A, 
and pharmaceutical^ usable derivatives, solvates, tautomers, salts and 
stereoisomers thereof, including mixtures thereof in all ratios; 
in aspect 21 , to compounds according to aspects 1-20 in which 

Het 4 denotes pyridvl. benzo-1,2,5~thiadiazol-5-vl, piperazine, 

thiazole or imidazole, each of which is unsubstituted or 
monosubstituted by CONHA, A and/or Ar 2 , 
and pharmaceutical^ usable derivatives, solvates, tautomers, salts and 
stereoisomers thereof, including mixtures thereof in all ratios: 
in aspect 22, to compounds according to aspects 1-21 in which 

denotes 4~(pvridin-4-vloxy)phenvl, 4-(pyridin-4-vloxy>- 

phenvlmethvl or 44benzo-1,2,54hiadiazol~5"Vloxy)phenyl, 
where the pyridine radical may be substituted by 
CONHChk 

and pharmaceutical^ usable derivatives, solvates, tautomers, salts and 
stereoisomers thereof, including mixtures thereof in all ratios; 
in aspect 23, to compounds according to aspects 1-22 in which 

Het 1 denotes an unsubstituted monocyclic saturated or aro- 

matic heterocvcle havinp 1 to 2 N and/or O atoms. 



s 



n 



Ar 1 



Her 
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and pharmaceutical Iv usable derivatives, solvates, tautomers. salts and 
stereoisomers thereof, including mixtures thereof in all ratios; 
in aspect 24, to compounds according to aspects 1-23 in which 

Het 1 denotes morpholinvl. pyrroiidinvl, piperidinvl, pyridyl 




and pharmaceuticallv usable derivatives, solvates, tautomers, salts and 

stereoisomers thereof, including mixtures thereof in all ratios; 
in aspect 25. to compounds according to aspects 1-24 in which 

Het 2 denotes an unsubstituted monocyclic aromatic hetero- 

cvcle having 1-2 N, O and/or S atoms. 

and pharmaceuticallv usable derivatives, solvates, tautomers. salts and 

stereoisomers thereof, including mixtures thereof in ail ratios; 
in aspect 26. to compounds according to aspects 1-25 in which 

Rj denotes A. OH. NHg. -fCKM m -Ar or -fCH ? ) m -Het 2 , 

m denotes 0, 

Ar denotes phenyl which is unsubstituted or mono-, di- or 

trisubstituted by Hal. A. OA. COOH or COOA, 
R 2 if X = N is absent or 
ifX = C 

denotes H, CN, COOA or phenyl, 
r! denotes H. A. -S-A, phenyl, NH-benzvl, -(CH?y-Het, 

NH-(CH ?) D -Het, NA?. NH-aikvlene-NA ? or 

NA-aikviene-NA?, 

and pharmaceuticailv usable derivatives, solvates, tautomers. salts and 
stereoisomers thereof, including mixtures thereof in all ratios; 
in aspect 27, to compounds according to aspects 1-26 in which 
Rf ifX=N is absent or 
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ifX = C 

denotes H. CN. (ChbW'. (CH? ) Q COOA or SO?A, 

Ar" denotes phenyl which is unsubstituted or mono-, di- or 

trisubstituted bv Hal or OA, 
g denotes 0 or 1 . 

and pharmaceuticallv usable derivatives, solvates, tautomers. salts and 
stereoisomers thereof, including mixtures thereof in all ratios; 
in aspect 28, to compounds according to aspects 1-27 in which 

R 1 denotes A. OH. NH?. ~(CH? U -Ar' or -(CH^ m -Het 2 , 

Ar' denotes phenyl which is unsubstituted or mono-, di- or 

trisubstituted bv Hal, OA. A or COOA, 
rrj denotes 0, 

Het 2 denotes thienvl. furvl. imidazolvl. pvrrolvl, thiazolyl or 

PYridyl, 

and pharmaceuticallv usable derivatives, solvates, tautomers, salts and 
stereoisomers thereof, including mixtures thereof in all ratios: 
in aspect 29, to compounds according to aspects 1-28 in which 



X denotes C or N, 

B denotes N, CH or C-CN. 

FV denotes A. OH. NH?, -(CHpU-Ar' or -(CHg ) m -Het 2 , 

Ar' denotes phenyl which is unsubstituted or mono-, di- or 

trisubstituted bv Hal. OA. A or COOA. 
m denotes 0, 

Het 2 denotes thienvl. furvl. imidazolvl. pvrrolvl. thiazolyl or 

pvridvl, 

Fjf ifX = N is absent or 

ifX = C 

denotes H. CN. (CH ? W. (CH 2 ) 0 COOA or SO ? A, 

Ar" denotes phenyl which is unsubstituted or mono-, di- or 

trisubstituted bv Hal or OA, 
g denotes 0 or 1 , 
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B! denotes H. A. -S-A, phenyl, NH-benzvl. -(CH g VHet, 

NH-(CHg ) n -Het, NA?, NH-alkvlene-NA? or 
NA-alkylene-NA?, 

Het denotes piperazinyl, piperidinyl, morpholinvl, pyrroiidinvi, 

pyridyi or furyl, which are unsubstituted or may be mono-, 
di- or trisubstituted bv Hal. A. NHA. NA?. COOA. benzyl. - 
(CH z yOH or -(CH z yHet 1 . 

Het 1 denotes morpholinyl, pyrroiidinvi, pyridyi 



or 




R? denotes -(CHg V(Ar VY~R 6 . 

Y denotes O or (CHA, . 

Rf denotes H or CH a, 

R 4 and R 5 together also denote Het 4 — n; 



.CH2-CH2- 
CH2-CH2" 



R! denotes Het 4 , -{CHA-NH?. -fCHA -NHA or-(CH? yNA?, 

Het 4 denotes pyridyi, benzo-1,2,5-thiadiazoH>yl, piperazine, 

thiazole or imidazole, each of which is unsubstituted or 

monosubstituted bv CON HA, A and/or Ar 2 , 

Ar 1 denotes phenvlene or piperazinediyl, 

Ar 2 denotes phenyl which is unsubstituted or mono-, di- or 

trisubstituted by A, 
R 7 . R 8 , R 9 , R 1Q each, independently of one another, denote H, A or 

dCm^L 

A denotes aikvl having 1 to 10 C atoms, where, in addition, 

1-7 H atoms may be replaced by F and/or chlorine, 
n denotes 0 or 1 , 



q 


denotes 0, 1, 2, 3 or 4, 


r 


denotes 0, 1, 2, 3 or 4, 


s 


denotes 0, 1, 2, 3 or 4, 
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t, denotes 1 7 2, 3 or 4, 

Hal denotes F, CL Br or I, 

and, if X = a 

R 1 and R 2 together may also denote ~(CHgk- or 
R 2 and R 3 together may also denote ~(CHR y -NR 8 ~CHR 9 ~ 
CHR 10 K 

and, if Ar 1 denotes pjperazinedivl, R 6 may also denote H or aikyl having 
1-6 C atoms, 

and pharmaceutical^ usable derivatives, solvates, tautomers, salts and 
stereoisomers thereof, including mixtures thereof in all ratios; 
in aspect 30. to compounds according to aspects 1-29 in which 

X denotes C or N, 

B denotes N, CH or C~CN, 

R 1 denotes A. OH. NH?, ~(CH ? ) m ~Ar' or ~(CH2) m -Het 2 , 

Ar r denotes phenyl which is unsubstituted or mono-, di~ or 

trisubstituted by Hal, OA, A or COOA, 
m denotes 0, 

Het 2 denotes an unsubstituted monocyclic aromatic hetero- 

cycle having 1-2 N, O and/or 3 atoms. 

R^ if X = N is absent or 

ifX = C 

denotes K CN, (CH ? W\ (CH^ n COOA or SO ? A. 

Ar" denotes phenyl which is unsubstituted or mono-, di- or 

trisubstituted by Hal or OA, 
o denotes 0 or 1 , 

R* denotes H. A, -S-A, phenyl, NH~benzvl, -(CH z yHel 

NH~(CH?VHet, NA7, NH-alkvlene-NA? or 
NA-alkvlene-NAg, 

Het denotes a monocyclic saturated or aromatic heterocvcle 

having 1 to 3 N and/or O atoms, which may be unsub- 
stituted or mono-, di- or trisubstituted bv Hal A, NHA, 
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NA g. COOA. benzvi. -(CH?) t ~OH or 
Het 1 denotes morpholinvi. pyrrolidinvl. pyridvl 



or 



R! denotes -(CH ? WArVY-R 6 , 

Y denotes O or (CHA, , 

R^ denotes H or Chk 

^ C H2-C H 2" 

R 4 andR 5 together also denote Het 4 ™ 

CH2~CH2 - 

Rf denotes Het 4 . -(CHA-NH ? . -(CHA-NHA or -fCH^NA?. 

Het 4 denotes a monocyclic saturated or aromatic heterocycle 

having 1 to 3 N, O and/or S atoms, which may be unsub- 

stituted or mono-, di- or trisubstituted bv A. CONH?, 

CONHA. CONA^orAr 2 . 

Ar 1 denotes phenvlene or piperazinedivl. 

Ar 2 denotes phenyl which is unsubstituted or mono-, di- or 

trisubstituted by A, 
R 7 . R 8 , R 9 . R 10 each, independently of one another, denote H, A or 
-(CHg )^ 

A denotes alkvl having 1 to 10 C atoms, where, in addition. 



n 


denotes 0 or 1 , 


P 


denotes 0, 1, 2, 3 or 4, 


q 


denotes 0, 1 2, 3 or 4, 


r 


denotes 0, 1 . 2, 3 or 4, 


s 


denotes 0, 1, 2, 3 or 4, 


t 


denotes 1, 2, 3 or 4, 


Hal 


denotes F. CI. Br or I 



and, if X = C, 
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R 1 and R 2 together may also denote -(CH?W- or 
R 2 and R 3 together may also denote -(CHR 7 -NR 8 -CHR 9 - 
CHR 1 V 

and, if Ar 1 denotes pjperazinedivl, R 6 may also denote H or alkvl having 
1-6 C atoms, 

and pharmaceuticailv usable derivatives, solvates, tautomers. salts and 
stereoisomers thereof, including mixtures thereof in all ratios: 
in aspect 31, to compounds according to aspects 1-30 in which 

X denotes N, 

B denotes N, CH or C-CN. 

Rj denotes NH?, 

is absent, 

R 3 . denotes H. A. -S-A. phenyl. NH-benzvi. -(CH ? ) P -Het, 

NH-(CH?yHet. NA->. NH-alkvlene-NA? or 

NA-alkvlene-NAp. 

Het denotes piperazinvl, piperidinvl. moroholinvl. pvrroiidinvl, 

pyridvl or furvl. which are unsubstituted or may be mono-, 
di- or trisubstituted bv Hal. A. NHA. NA Z . COOA. benzyl. - 
jCHgl rOH or-fCHg ^-Het 1 , 

Het 1 denotes morpholinyl, pvrroiidinvl, pyridvl 




Rf denotes -(CH g W(Ar 1 yY-R 6 , 

Y denotes O or (CH?) n , 

R 5 denotes H or CH*. 

CH2-CH2- 

R 4 andR 5 together also denote Het 4 — 

CH2-CH2" 

g! denotes Het 4 . -(CHA-NH?. -fCH? ) r-NHA or -(CH^r-NA?, 
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Het 4 denotes pyridvl, benzo-1.2.5-thiadiazol-5-vl, piperazine, 

thiazole or imidazole, each of which is unsubstituted or 
monosubstituted bv CONHA. A and/or Ar 2 , 

Ar 1 denotes phenvlene or piperazinedivi, 

Ar 2 denotes phenyl which is unsubstituted or mono-, di- or 

trisubstituted bv A, 

A denotes alkvl having 1 to 10 C atoms, where, in addition. 



n 


denotes 0 or 1 , 


& 


denotes 0, 1 2, 3 or 4, 


q 


denotes 0, 1, 2, 3 or 4, 


r 


denotes 0, 1 , 2, 3 or 4, 


s 


denotes 0, 1, 2, 3 or 4, 


t 


denotes 1 . 2. 3 or 4, 


Hal 


denotes F, CL Br or L 



and, if Ar 1 denotes piperazinedivi, R 6 mav also denote H or alkvl having 
1-6 C atoms, 

and pharmaceutical Iv usable derivatives, solvates, tautomers. salts and 
stereoisomers thereof, including mixtures thereof in all ratios; 
in aspect 32, to compounds according to aspects 1-31 in which 

X denotes N, 

B denotes N. CH or C-CN, 

denotes NH 2 , 

is absent, 

fif denotes H, A. -S-A. phenyl. NH-benzvl. -(CH?)n-Het. 

NH-(CH z yHet. NA?. NH-alkvlene-NA? or 
NA-alkviene-NA?. 

Het denotes a monocyclic saturated or aromatic heterocvcle 

having 1 to 3 N and/or O atoms, which mav be unsub- 
stituted or mono-, di- or trisubstituted bv Hal. A, NHA, 
NA 2 . CQOA. benzyl. -(CHpVOH or 
dtCHgl B -Het 1 , 

Het 1 denotes morpholinvl, pvrrolidinvl, pyridvl 
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or 




denotes -(CHgVfAr 1 yY-R 6 , 

Y denotes Q or (CHA, , 

Rf denotes H or Chk 

R 4 and R 5 together also denote Het 4 — N 



CH2~CH2"* 
CH2"CH2" 



R 6 denotes Het 4 ~(CHA-NH ? , -fCH^VNHA or -(CHA-NA?, 
Het 4 denotes a monocyclic saturated or aromatic heterocvcle 

having 1 to 3 N, O and/or S atoms, which may be unsub- 

stituted or mono-, dh or trtsubstituted by A, CQNH?, 

CON HA, CONAporAr 2 , 

Ar 1 denotes phenylene or pjperazinediyl, 

Ar 2 denotes phenyl which is unsubstituted or mono-, di- or 

trisubstituted by A, 
A denotes alkvl having 1 to 10 C atoms, where, in addition. 



n 


denotes 0 or 1 , 


B 


denotes 0. 1, 2, 3 or 4, 


q 


denotes 0, 1, 2, 3 or 4, 


r 


denotes 0, 1, 2, 3 or 4. 


s 


denotes 0, 1, 2, 3 or 4, 


t 


denotes 1 , 2, 3 or 4, 


Hal 


denotes F, CI, Br or I, 



and, if Ar 1 denotes piperazinediyl. R 6 may also denote H or alkvl having 
1-6 C atoms, 

and pharmaceutical^ usable derivatives, solvates, tautomers, salts and 
stereoisomers thereof, including mixtures thereof in all ratios; and 
in aspect 33, to compounds according to aspects 1 , selected from the group 
(7-phenvl-54rif luoromethvM ^ 
(pvridin-4-vloxv)phenvllamine. 



20 




(7-methvl-5-trifluorome 
(2-(N-methvlaminocarbonyl)pyridin"4-y[oxy)phenvnamine, 

(7~phenvl-54rifluorometh^ 
(2-(N-methvlaminocarbonvl)pvridin-4-vloxv)phenvnamine, 

21 



f7-methvl-1.2,44riazolori,5-alPvrimidin-2-vlH3-(2-(N-methv^ 
aminocarbonvnpvridin-4-vioxv)phenvl1amirie, 

(7i3henvl~54rifluorome^ 
(2-(N-methvlaminocarbonvnpvridin-4-yloxv)phenvnamlne, 

(5T^istrifluoromethvM,2^ 
methvlaminocarbonvl)pvridin-4-vloxv)phenynamine, 

(5 J-diniethvl-1 ,2,4-triazoloH ,5~alpyrimidin-2-vlH4-(benz(>1 ,2,5- 
thiadiazol-5-vloxvk>henvllamine, 

(7wriethy1~54rifi^ 
(benzo-1 T 2 T 5"thiadiazol-5-vloxv)phenvl1amine T 

(7-phenvl-54rifluoromethyl^ 
(benzo-1 T 2,54hiadiazol-5-vloxv)phenvl1amine, 

(2-phenvlthiazoM-vlmethvn-(7-phenyl-54rifluoromethvi" 1,2 t 4-tri- 
azoloM , 5-a]pyrimidin-2-y Damine, 

(2-phenvlthiazol-4-vlmethvl)-(7-methvl-54rifluoromethyl-1,2,44ri^ 
azolo[1,5-alpvrimidin-2-yl)amine, 

(7-phenvl-5-trifluorome^ 
(pyridin-4-vloxv)ben zyl1amine 1 

(3-dimethvlaminopropvlH7-methvl-5-trifluoromethvl-1 ,2,4-triazolo 
H ,5-alpyrimidin-2-y1)amine, 

7"phenyl-2-[4-(pvridin-4-vioxy)phenvlaminoV5-trifluoromethyl- 
py razoo If 1 , 5-alpy rim id ine-3- ca rbon itri le , 

7-methyl-244-(pvridin-4"Vloxy)phenvlaminol-5-trifluoromethv1- 
pyrazoioriS-alpyrimidine-S-carbonitrile, 

5 T 7Hjjmethyi-2-f4-fpyridin^^ 
pyrimidine-3-carbonitrile, 

7-phenvl-2-f4-(pvridin"4-vloxv)phenvlmethvlaminoV5-trifluoro- 
methylpyrazoloflS-alpyrimidine-S-carbonitrile, 
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23 




24 




25 




26 




27 




28 




29 




30 




31 




33 




34 




35 




36 




37 




38 




39 




40 




41 




42 
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and pharmaceutical^ usable derivatives, solvates, tautomers. salts and 
stereoisomers thereof including mixtures thereof in all ratios: 

characterised in that 

a) for the preparation of compounds of the formula I 
in which X denotes C, a compound of the formula II 




[i 



in which R 4 , R 5 and B have the meanings indicated in aspect Claim 1, 
i) is reacted with a compound of the formula Ilia 




Ilia 



in which R 1 OA and 

R 2 and R 3 have the meanings indicated in aspect Giaim 1 , 
or 

ii) with a compound of the formula Illb 
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R 1 




1Mb 



in which R 1 , R 2 and R 3 have the meanings indicated in aspect Claim 1, 
and A denotes alkyl having 1 , 2, 3 or 4 C atoms, 

or 

iii) with a compound of the formula llic 




file 



A' 



in which 

R 1 , besides the meanings indicated in aspect C lai m 1 r also denotes OA, 
R 2 and R 3 have the meanings indicated in aspect C i aim 1 , 
and A r A r each, independently of one another, denote aikyl having 1, 2 r 3 or 
4 C atoms, 

or A and A* together may also form a butyiene or pentyiene chain, 
or 

b) for the preparation of compounds of the formula I 
in which X denotes N and R 1 denotes NH2, 

a compound of the formula II is reacted with a compound of the formula Hid 
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in which R 3 has the meaning indicated in aspect Clai m 1 , 
and A denotes aikyl having 1 , 2, 3 or 4 C atoms, 



or 



c) 
X 



for the preparation of compounds of the formula I in which 
denotes N, 



R 1 denotes H, A, -(CH 2 ) m -Ar or -(CH 2 ) m -Het 2 , 
R 3 denotes -S-A, 

a compound of the formula IE is reacted with a compound of the formula llle 



in which 

R 1 denotes H , A, -(CH 2 ) m -Ar or -(CH 2 ) m -Het 2 
and A denotes alkyl having 1 , 2, 3 or 4 C atoms, 

and/or that one or more radical(s) R 1 ,R 2 and/or R 3 in a compound of the 
formula I is (are) converted into one or more radical(s) R 1 ,R 2 and/or R 3 , 

by, for example, 

i) converting an alkylsulfanyl group into an amine, 

ii) hydroiysing an ester to the acid, reducing it to the aldehyde or alco- 




A-S 



S 



hoi, 
iii) 



reducing a nitrile to the aldehyde or amine, 



and/or 

a base or acid of the formula 1 is converted into one of its salts. 
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Please amend the specification starting on page 65, line 1, and ending 
on page 65, line 33, as follows: 

Also encompassed is the use of the compounds of the formula I and/or 
physiologically acceptable salts and solvates thereof for the preparation of a 
medicament for the treatment or prevention of a tyrosine kinase-induced 
disease or a tyrosine kinase-induced condition in a mammal, in which to this 
method a therapeutically effective amount of a compound according to the 
invention is administered to a sick mammal in need of such treatment. The 
therapeutic amount varies according to the specific disease and can be 
determined by the person skilled in the art without undue effort. 
The present invention also encompasses the use of the compounds 
according to the invention according to aspect Qteim 1 and/or physiologically 
acceptable salts and solvates thereof for the preparation of a medicament 
for the treatment or prevention of retinal vascularisation. 
Methods for the treatment or prevention of ocular diseases, such as diabetic 
retinopathy and age-induced macular degeneration, are likewise part of the 
invention. The use for the treatment or prevention of inflammatory diseases, 
such as rheumatoid arthritis, psoriasis, contact dermatitis and delayed 
hypersensitivity reaction, as well as the treatment or prevention of bone 
pathologies from the group osteosarcoma, osteoarthritis and rickets, likewise 
falls within the scope of the present invention. 

The expression "tyrosine kinase-induced diseases or conditions" refers to 
pathological conditions that depend on the activity of one or more tyrosine 
kinases. Tyrosine kinases either directly or indirectly participate in the signal 
transduction pathways of a variety of cellular activities, including prolif- 
eration, adhesion and migration and differentiation. Diseases associated 
with tyrosine kinase activity include proliferation of tumour cells, pathological 
neovascularisation that promotes the growth of solid tumours, ocular 
neovascularisation (diabetic retinopathy, age-induced macular degeneration 
and the like) and inflammation (psoriasis, rheumatoid arthritis and the like). 
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Please amend the specification starting on page 67, line 12, and ending 
on page 67, line 26, as follows: 

Preference is given to the use of compounds of the formula I, and pharma- 
ceutically usable derivatives, solvates and stereoisomers thereof, including 
mixtures thereof in all ratios, 

for the preparation of a medicament for the treatment of diseases which are 
influenced by inhibition of tyrosine kinases by the compounds according to 
aspect Claim 1. 

Particular preference is given to the use for the preparation of a medicament 
for the treatment of diseases which are influenced by inhibition of TIE-2, 
VEGFR, PDGFR, FGFR and/or FLT/KDR by the compounds according to 
aspect Claim 1, 

Especial preference is given to the use for the treatment of a disease where 
the disease is a solid tumour. 
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